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I ic^ Of Menthyi Lactate As a Pain Reliever 



Field Of Tt^p Invention 



Tt.e invention relates to the field of analgesics and in particular to topical analgesics. The 
Invention further relates to the field of menthol esters. 

Rarkoroun ^ ThP Invention 

Menthol has been used in vartous topical preparations as a counterlnnant as an aesthetic 

agent (for its fragrance), and as a plasticizer in denture adhesive compos.t.ons. 

agent (tor «s g ; significant hinderance to its use in any 

Unfortunately, the aroma of menthol has Deen a signmoa 

meaningful amount other than where its fragrance is desired. 

,n compositions containing eHective counter-irritant amounts of menthol (1.25% to 16-/0 
according to the FDA monograph for menthol), the aroma from menthol can be 
overpowering. 

Va.ous — , este. have Most «. es,e. -«ve ^-S-^;^^- 

„aR,ng .he. .mV unsuKaWe .or use H, a ,opi«- P«K.uct T.«se odo«> a« ^^^^ 
as. or L« so than, ,«n.ho, itself, espectally in amount «hW, are e„u,nK.lar ««h 
morvjgraph counter-initant effecUve amounts of merttiol. 

Menthyl lactate Is a kr-ovm compound avallat* e.B. from Haam,ann & Relmer GmbH 
^elany, under ,t,e name ^ESCOl^T, Type ML Two .ffrds C «s '^'^'^ ,s a 
anlutab^ to the menU,ol mofety. Tf« manufacurer-s product fHe-atu-e ^^' ^ j; 

"1, a.enr and K can ^ used U, ^ care and f^^^Xal^e 
lasting oooflng and freshness are desired". Accon«ng to the manufacturer, menthyf fac^te 
r a , odoHess. not suffetng from me •^.n, note' tt^t ^ othe™^ '^'^ZT>. 
Le o, ler mentho, deHvatKres. The compound ^ .ecommended .or - - 
concentrations of 0.005% to 0.2% and In cosme«c and other -x^-^-^'^ 
concentra^ons ranging from 0.2% to 2.0%. The maximum recommended 
tactate as per the product literature »»re.ore 2.0% by weight. wh,o^ would correspond 
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1 .3% by weight of the menthol moiety. Nowhere is there any indication or suggestion that 
menthyl lactate should be used as a topical pain reliever or at concentrations substantially 
in excess of those indicated by the product literature. 

Objects Of The Invention 

An object of the invention is to provide a topical pain reliever for external treatment. 

Another object of the invention is to provide a substantially odor-free composition having 
topical analgesic properties. 

Summary Of The Invention 

These and other objects of the invention can be achieved by using menthol lactate as the 
topical pain relieving active agent. 

Detailed Description Of The Invention 

The invention concerns a method of achieving topical (= external) pain relief, in an animal in 
need thereof comprising the application of a topical or mucous membrane suitable 
composition to the skin of said animal, wherein said composition comprises a topical or 
mucous membrane pain relieving effective amount of menthyl lactate. "Animal" preferably 
means warm-blooded animal (= mammal) and Includes man. 

Moreover, the invention relates to the use of menthyl lactate (for the manufacture of a 
topical composition) for achieving topical pain relief. The topical composition may either be 
a pharmaceutical one or a veterinary one, preferably a pharmaceutical one. The topical 
composition is preferably applied to the skin or a mucous membrane of the subject to be 
treated. 

Menthyl lactate is the lactate ester of menthol and has the structural formula 
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o 

OH 



The e«npound is available con,me«=lally under ,he oa™ FRESCOLAT, Type ML hoo, 
^^a,: & Re.™, Ga,bH (Gennanv, n can also be .eaaily .aOe by p^casses Known ,n 
the art by eslertliying the hydroxy group d menthol with lacKc aad. 

For use as a topical pain relK^er. nrenmy. lactate is present in -"^^^^ 
this use m amounts which range .«>m about 2.0% to about 22% by wergh, of the total 
!Zs...on. p».e,ab^ about 6.0% to about 1 8%. more preferably about 9.0% to about 
15%. by weight o( the total composition. The remainder o( the compos«K.n may be any 
suitable topical carrier which is compatible with menthyl lactate. 

The external topical preparations of «,e invention can be applied to any portion of the sldn. 
However, application to the external genetalla, or the eyelids, or lips is no, suggested, 
recommended, or usually desired. 

Typical external topical earners and addi«ves surtabte for use in the present invention 

include, but are not limited to, ^ , no/ 

Itlers such as lanolin, white pe,,olah,m, p^pytene g^col (preferab^ up to abou 1 0 
ZL preferably about 2% to about 8%). pa-aHin, an alcohol selected from efhanol and 
Z^ZZL (preferably «P to about 30%. more preferably abou. » at»u, 25%, 
and w^Lr (preferably up to about 80%. more prele^b, about 45% to ab^^^ 

surtaaants such as TWEEN (preferably TWEEN 80) (preferably up to about 2.2 A. more 
preferably about 0.2% to about 2.0%). and glyceryl stearate; 
hid^nel such as accaCa, methyiceUulose. tragacanth. or a carbomer ,p^^^^ 
ca*omer 980 or ca*oma, 940) (p^ferably up to about 1 .5%. more p-elerably abou. 0.5 ^ 
to about 1 .2%); 
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pH adjusters such as triethanolamine (preferably up to 2.4%. more preferably about 0.5% to 
about 2.0%); 

and fragrance (preferably up to about 5.5%, more preferably about 0.2% to about 5.0%, 
most preferably about 0.5% to about 4.0%), especially eucalyptus oil (preferably up to 
5.5%, more preferably about 0.2% to about 5.0%), and the like, and mixtures thereof. 

The compositions for use in the present invention may take any appropriate form for the 
intended application area including, but not limited to, solutions, suspensions, powders, 
creams, ointments, impregnated bandages, etc. 

The present invention formulations are applied generally as needed anyv»^ere from once to 
6 or more times a day, depending on the degree of relief required and the nature of the pain 
involved. The patient can suitably self regulate the frequency with which the compositions 
need be applied. 

The following example is Intended to exemplify, but not to liirtt the invention. 



Example 1 : 



Ingredient 



Amount 



Carbomer 980 



0.8% 



Purified Water 



67.2% 



Propylene Glycol 
Menthyl Lactate 
Eucalyptus Oil 

SD 3A Alcohol (= ca. 95 Vol% ethanol 
denatured with ca. 5 Vol% methanol) 



5.0% 



9.0% 



0.5% 



15.0% 



TWEEN 80 



0.5% 



Triethanolamine 



1.0% 



Fragrance 



1.0% 



The Caitwmer 980 is dispersed in approximately 90-99% of the water in a mixing tank. The 
propylene glycol is then added to the dispersion. In a separate tank, mix together and 
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<«ss<-ve ,he alochol. TWEEN 80, .cagrance, euca.yp.us oi,, an. -""^ 
seco^ ™x.u,e is *e„ added .o ,he ,„s. fixture w.,r, continued n„x,na. n « 
.riemanolamlne dissolved In .he remaining «a.er. The third m«..re « men added .o the 
first mixing tanl< with continued mixing. 
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What is claimed is: 

1 . The use of menthyl lactate for the manufacture of a topical composition for achieving 
topical pain relief. 

2 The use accorting to daim 1 wherein the menthyl lactate is incorporated into the topical 
composition in a concentration of from about 2.0% to about 22% by weight of the total 
composition. 

3 The use according to claim 1 wherein the menthyl lactate is incorporated into the topical 
composition In a concentration of from about 6.0% to about 18% by weight of the total 
composition. 

4 The use according to daim 1 wherein the menthyl lactate is incorporated into the topical 
composition In a concentration of from about 9.0% to about 15% by weight of the total 
composition. 

5 A method of achieving topical pain relief in an animal in need thereof comprising topically 
applying to the external skin of said animal a topical pain relieving effective amount of 
menthyl lactate. 

6. The method of claim 5 wherein said menthyl lactate is applied in a concentration of from 
about 2.0% to about 22% by weight of the total composition. 

7. The method of daim 5 wherein said menthyl lactate is applied in a concentration of from 
about 6.0% to about 1 8% by weight of the total composition. 

8. The method of daim 5 wherein said menthyl lactate is applied in a concentration of from 
about 9.0% to about 15% by weight of the total composition. 

9. A topical phamiaceutlcal composition for achieving topical pain relief consisting 
essentially of menthyl ladate and at least one topically acceptable carrier. 
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10. Menthyl lactate for use as a topical pain reliever. 
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This international search report has not been estabUshed in respect of certain claims under Article l7(2Xa) for the following reasons: 

I 1. [T] Claims Nos.: 

because they relate to subject matter not required to be searched by this Authority, namely: 

Remark: Although claims 5-8 are directed to a method of treatment of the 

human/animal body, the search has been carried out and based on the 
alleged effects of the compound. (Rule 39.1 (1v) PCT). 

2. Claims Nos.: 

because they relate to paru of the internaUonal application that do not comply with the prescribed requirements to such 
an extent that no meaningful international search can be carried out, spedfically: 



I I Claims Nos.: 

because they are dependent daims and are not drafted in accordance with the second and third 



of Rule 6.4(a). 



Box II Observations where unity of inyention is lacking (Continuation of item 2 of first sheet) 
This International Searching Authority found multiple inventions in this intemationa] application, as follows: 



I I As all required additional search fees were timely paid by the ai^licant, this international search 



searchable claims. 



report covers all 



As all searchable claims could be searches without effort justifying an additional fee, this Authority did not invite oayment 
' of any additional fee. ^ ^ 



I I As only some of the required additional search fees were timely paid by the applicant, this international search report 
> covers only those claims for which fees were paid, specifically dainu Nos.: 



No required additional search fees were timely paid by the applicant Consequently, this international search report is 
' restricted to the invention first mentioned in the daims; it is covered by daims Nos.: 



I RcoMrk oo Protest 



I I "nie additional search fees were accompanied by the applicant's protesL 
j I No protest accompanied the payment of additional search fiees. 
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